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carbon atoms, phenylamino, b e nzylamino, alkanoylamino of 1 - 6 carbon atoms, 
alk e noylamino — of 3 - 8 — carbon — atoms, — alkynoylamino — of 3 - 8 — carbon — atoms, 
carboxyalkyl of 2 - 7 carbon atoms, carboalkoxy alley of 3 - 8 carbon atoms, aminoalkyl 
of 1 5 carbon atoms, N alkylaminoalkyl of 2 - 9 carbon atoms, N,N - diallcylaminoalkyl 
ef- — 3-10 — carbon — atoms, — N - alky lam i noal koxy — ef- — 2-9 — carbon — atom s , — N,N - 
dialkylaminoalkoxy — of 3 - 10 — carbon — atom s , — m e rcapto, — m e thyl mercapto, — and 
b e nzoylamino; 
Z is NH , O , S , or NR - ; 

R is alkyl of 1 - 6 carbon atoms, or carboalkyl of 2 7 carbon atom s ; 

€r4-r-Q2-;-Rj -, and-R4 ar e e ach, indopondently, hydrog e n, halogen, alkyl of 1 6 carbon atoms, 
alk e nyl of 2 - 6 carbon atoms, alkynyl of 2 - 6 carbon atoms, allcenyloxy of 2 6 carbon 
atom s , alkynyloxy of 2 6 carbon atoms, hydroxym e thyl, halom e thyl, alkanoyloxy of 
1 6 carbon atoms, alk e noyloxy of 3 - 8 carbon atoms, alkynoyloxy of 3 8 carbon 
atoms, alkanoyloxy m e thyl of 2 - 7 carbon atoms, alk e noyloxy methyl of 4 - 9 carbon 
atoms, alkynoyloxym e thyl of 4- 9 carbon atoms, alkoxym c thyl of 2 - 7 carbon atoms, 
alkoxy of 1 6 carbon atoms, alkylthio of 1 - 6 carbon atoms, alkylsulphinyl of 1 - 6 
carbon atoms, alkyl s ulphonyl of 1 - 6 carbon atoms, alkylsulfonamido of 1 6 carbon 
atoms, alkenyl sulfonamido of 2 - 6 carbon atoms, alkynylsulfonamido of 2 - 6 carbon 
atoms, — hydroxy, — trifluorom e thyl, — trifluorom e thoxy, — cyano, — nitro, — carboxy, 
carboalkoxy of 2 - 7 carbon atoms, carboalkyl of 2 - 7 carbon atoms, phonoxy, phenyl, 
thioph e noxy, b e nzyl, amino, hydroxyamino, alkoxyamino of 1 -4 carbon atom s , 
alkylamino of 1 - 6 carbon atom s , dialkylamino of 2 to 12 carbon atoms, N - 
alkylcarbamoyl, N,N dialkylcarbamoyl, N - alkyl - N alkcnylamino of *1 to 12 carbon 
atoms, N,N dialkonylamino of 6 12 carbon atoms, ph e nylamino, benzylamino, 

(C(R 6 ) 2 )p 
/ \ 

R7-(C(R 6 )2) P — N-{C(Rq) 2 )\c<- R 8 R 9 -CH-M-(C(R 6 ) 2 ) k -Y- , 
(C(R 6 ) 2 )p 

R7-(C(R 6 ) 2 )g-Y- , R7-(C(R 6 )2)p-M-(C(R 6 ) 2 ) k -Y 

with th e proviso that e ither G i-er-Qs-er-be 

from th e group 
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, or Het-(C(R 6 ) 2 ) q -W-(C(R 6 ) 2 ) k -Y- 

(~l i gn H C^ / ~> i 
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(C(R 6 ) 2 )p 

/ \ 

rV(C(Rs)2) P N N-(C(R b )^) k Y RarVC II- M (C(R 6 ) 2 ) k - Y ; 

(C(R 6 ) 2 )p 

R7-(etR 6 ) 2 ) g -Y- , R/ (C(R b )J p M-(C(R b ) J K Y : 1 l et (C(Ra) 2 ) q - W (C(Rn) 2 ) k - Y - , 

H 

or R 2 N > — 

Y is a dival e nt radical s e l e cted from the group consisting of 

— (CH 2 ) Q > — O— ja nr1 — N— 

' R 6 

R ?is NR^, J, OR 4 r -N(R 6 )^ ; ^r~NR 6 (QR 6 ) t 

R-^-is — NR^(QR^), - N(R^ )3.- + _ alk e noxy of 1 - 6 carbon atoms, alkynoxy of 1 6 carbon atoms, 
N alkyl - N - alk e nylamino of A to 12 carbon atoms, N,N - dialk e nylamino of 6 - 12 carbon atoms, 
N alley 1 N alkynylamino of 1 to 12 carbon atoms, N alk e nyl N alkynylamino of 1 to 12 
carbon atoms, or N,N dialkynylamino of 6 12 carbon atoms with th e proviso that tho alkonyl 
or alkynyl moi e ty i s bound to a nitrog e n or oxyg e n atom through a saturated carbon atom; 
M i s »JR s , O , >N (C(R 6 ) 2 )pNR 6 R 6 , or >N (CCR ^p-QR^ 
Wi s >NR^, O or is a bond; 

H e t is a h e terocycl e select e d from th e group con s isting of morpholine, thiomorpholinc, 
thiomorpholino — S - oxidc, — thiomorpholinc — S,S - dioxide, — pip e ridino, — pyrrolidine, 
aziridinc, pyridine, imidazole, 1,2,3 triazolo, 1,2,1 triazolo, thiazolc, thiazolidinc, 
t e trazol e , pip e razine, furan, thioph e n e , tetrahydrothiophon e , t e trahydrofuran, dioxan c , 



(OCl l 2 Ct \ > A 0)t 




1,3 - dioxolanc , t c trahydropyran, and H ^ 

wh e r e in th e heterocycle is optionally mono - or di s ub s titut e d on carbon or nitrogen 
wrth-Rs , optionally mono or di substituted on carbon with hydroxy, N(R^ )g_eF_- 
QR &, optionally mono or di substituted on carbon with - th e mono valent radicals - 
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-(G0^2)s^€)2T- or optionally 



di - substituted 



saturat e d carbon with divalent radical s - O - or - 0(C(R^ )2)s^~t 

R6 is hydrogen, alkyl of 1 - 6 carbon atoms, alk e nyl of 2 6 carbon atoms, allcynyl of 2 - 6 
carbon atoms, cycloalkyl of 1 6 carbon atoms, carboalkyl of 2 - 7 carbon atoms, 
carboxyalkyl (2 7 carbon atom s ), phenyl, or phenyl optionally sub s tituted with one or 
mor e halog e n, alkoxy of 1 - 6 carbon atoms, trifluoromethyl, amino, alkylamino of 1 - 3 
carbon atoms, dialkylamino of 2 - 6 carbon atoms, nitro, cyano, azido, halomothyl, 
alkoxymcthyl of 2 7 carbon atoms, alkanoyloxymothyl of 2 7 carbon atoms, alkylthio 
of 1 - 6 carbon atoms, hydroxy, carboxyl, carboalkoxy of 2 - 7 carbon atoms, phenoxy, 
ph e nyl, thiophcnoxy, benzoyl, b e nzyl, ph e nylamino, bonzylamino, alkanoylamino of 
1 6 carbon atoms, er - alkyl of 1 - 6 carbon atom s ; 

R3 , is s e l e ct e d from th e group consisting of 
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\ 



FU SOo J "( CH 2)s v ( CH 2)s" J 

-^r 1 — — 



J-(CH 2 ) S - 



J-(CH 2 ) S / 



N CHo 



CH 2 



\ 

R5 PHo 



O 



Q0 2 C CH 2 

/ v — 



QQ 2 C 



4=<r 



CH 2 



O 
\ 



, and ^= 

5 R 5 C0 2 Q 



5 P H 2 



is ind e p e ndently hydrogen, alkyl of 1 - 6 carbon atoms, carboxy, carboalkoxy of 1 - 6 carbon 
atom s , ph e nyl, carboalkyl of 2 - 7 carbon atoms, 



(C(R 6 ) 2 )p 
/ \ 



R7-(C(R 6 )2)p N H (C(R b )A 

(C(R 6 ) 2 ) P 



— R T -(C(R 0 ) 2 ) b n , R 7 (P.(R 0 ) 2 ) p -M-(r,(R c ) 2 ) r - , 

R 8 R 9 -C I I-M (C(R 6 ) 2 V , or Hot (C(R b )^) q W-(C(R b )J, : 

with the proviso that at least one of the groups is select e d from the group 



(C(R 6 ) 2 )p 
/ \ 
R, (C(R b )J b N N-(P(R 0 ) 2 ) , - 



(C(R 6 ) 2 ) P 



R'/ (C(R b )J s ; R;-(C(R b ) 2 ) p M-(C(R U )J , 

R 8 R 9 -C I l -M (C(R b -)2) r , or I l et (C(R b ) J g W-(C(R U )J , 



AmendmentForm.dot - Rev 8/24/99 



Page 37 of 67 



Amendment 



Docket No: ACY33451 CI 
Patent 

R5 i s ind e p e ndently hydrogen, alkyl of 1 - 6 carbon atom s , carboxy, carboalkoxy of 1 - 6 carbon 
atom s , phenyl, carboalkyl of 2 - 7 carbon atoms, 



(C(R 6 ) 2 ) P 
/ \ 



R 7 -(C(R 6 ) 2 ) P N (C(R B ) 2 ) r - 

(C(R 6 ) 2 )p 



R 7 -(C(R 0 ) 2 ) b - . R/-(C(Rb)J p M - (C(R b )A 

R 8 R 9 - CH . M-(C(R 6 ) 2 ) | , or Hot (C(R b )Jq W^(C(R b )A 



R^md-R ^ aro each, independently, (CCR^ ^MR^ , or (CCR^ -QR^ 

J is indep e nd e ntly hydrog e n, chlorin e , fluorin e , or bromin e ; 

Q is alkyl of 1 - 6 carbon atom s or hydrog e n; 
a-Oor 1; 

t-6t 
k ~ 0 -4 ; 
nisO 1; 
p-2 4; 
q-0 4; 
r ~ 14; 
s - 1 6; 

u ~ 0 -4 and v ~ 0 -4 , wh e rein th e s um of u+v is 2 4; 
or a pharmac e utical^ acceptable salt th e r e of, 
provided that 

wh e n is alk e nyl of 2 - 7 carbon atoms or alkynyl of 2 7 carbon atoms, s uch alkenyl 
or alkynyl moi e ty is bound to a nitrogen or oxygen atom through a saturated 
carbon atom; 
and furth e r provided that 

when Y is NR6-aftd^^4s-NR^R^-N(R^) 3 .- + ,^-NR 6 (0%) 1 then g - 2 6; 

when M is Q and R7 is OR^, then p - 1 4; 
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